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TI Preparation of N-phenyloxyphenylcarboxamides as anticholesteremic agents 
IN Schmeck, Carsten; Mueller, Ulrich; Schmidt, Gunter; Pernerstorf er , Josef; 
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AB Title compds. [I; X = O, S, SO, S02 , CH2 , CHF, CF2 , etc.; Rl, R2 = H, 

alkyl; R3, R4 = H, halo, cyano, alkyl, CF3 , CHF2 , CH2F, vinyl, cycloalkyl; 
R5 = H, alkyl, halo; R6 = alkyl, Br, CI, etc.; R7 = H, alkyl, alkanoyl; Z 
= NHS02R3 6, NHC02R37, NHCONR3 8R3 9 , NHCOR4 0; R36-R4 0 = (substituted) alkyl, 
alkenyl, cycloalkyl, aryl, heterocyclyl , heteroaryl] , were prepd. as 
anticholesteremic agents (no data). Thus, 4- (4- [tert- 

butyl (dimethyl) silyloxy] -3-isopropylphenoxy) -3, 5-dimethylaniline {prepn. 
given) in THF was stirred with hexanoyl chloride and dimethylaminopyridine 
for 16 h at room temp, followed by further addn. of hexanoyl chloride and 
stirring to give 73% N- [4- (4-hydroxy-3 - isopropylphenoxy) -3,5- 
dimethylphenyl] hexanamide . 
RE.CNT 9 THERE ARE 9 CITED REFERENCES AVAILABLE FOR THIS RECORD 
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TI Inhibition of p38 kinase activity using substituted heterocyclic ureas 
IN Dumas, Jacques; Khire, Uday; Lowinger, Timothy Bruno; Paulsen, Holger; 

Riedl, Bernd; Scott, William J.; Smith, Roger A.; Wood, Jill E. ; 

Hatoum-Mokdad, Holia; Johnson, Jeffrey; Lee, Wendy; Redman, Aniko 
PA Bayer Corporation, USA 
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AB A method for treatment of p38 -mediated disease other than cancer comprises 
administration of ANHCONHB [I; A = substituted isoxazolyl, pyrazolyl, 
thienyl, furyl; B = (substituted) mono-, di-, or tricyclic aryl, 
heteroaryl contg. .gtoreq.l 5-6 membered arom. structure contg. 0-4 N, 0, 
or S atoms]. Reaction of 4- (4-pyridinylthio) aniline with 
3-tert-butyl-5-isoxazolyl isocyanate in toluene gave title compd. II. In 
an in vitro p38 kinase assay, I displayed IC50 values of 1-10 .mu.M. 
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TI Inhibition of raf kinase using substituted heterocyclic ureas 

IN Dumas, Jacques; Khire, Uday; Lowinger, Timothy Bruno; Paulsen, Holger; 

Riedl, Bernd; Scott, William J.; Smith, Roger A.; Wood, Jill E . ; 

Hatoum-Mokdad, Holia; Johnson, Jeffrey; Lee, Wendy; Redman, Aniko 
PA Bayer Corporation, USA 
SO PCT Int. Appl., 163 pp. 
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AB A method for treatment of cancerous cell growth mediated by raf kinase 
comprises administration of urea derivs. ANHCONHB [I; A = substituted 
isoxazolyl, thienyl, thiadiazolyl ( furyl, pyrazolyl, etc.; B = 
(substituted) mono-, di-, or tricyclic aryl, heteroaryl contg. .gtoreq.l 
5-6 membered arom. structure contg. 0-4 N, O, or S atoms] . Reaction of 
4-phenyloxyphenyl isocyanate with 5 -amino -3 - tert -butyl isoxazole in 
methylene chloride and heating at reflux temp, for 2 days gave title 
compd. II. In an in vitro raf kinase assay, I displayed IC50 values of 
1-10 . mu . M . 
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TI Fungicidal 1 , 3 , 4 - thiadiazol -2 -yl ureas 
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AB Thiadiazolylureas I (R = H, halogen; Rl = alkyl; R2 = optionally 

substituted phenyl) were prepd. and demonstrated fungicidal activity. 
Thus, 2-methylamino-l , 3 , 4 - thiadiazole was treated with 4-C1C6H4NCO to give 
83.5% I (R = H, Rl = Me, R2 = 4-C1C6H4) (II). Wheat seed contaminated 
with 5 g Tilletia caries chlamydospores/kg was treated with 1 kg/kg II and 
total inhibition of germination of the chlamydospores resulted. 



=> d hitstr 4 



LI 4 ANSWER 4 OF 4 CAPLUS COPYRIGHT 2003 ACS 
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RL: SPN (Synthetic preparation) ; PREP (Preparation) 
(prepn. of) 
RN 68429-66-3 CAPLUS 

CN Urea, N' - [4- (4 -chlorophenoxy) phenyl] -N-methyl-N- 1 , 3 , 4 - thiadiazol-2 -yl - 
(9CI) (CA INDEX NAME) 
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TI Preparation of imidazolylalkyl-aminopiperidines as HIV inhbitors 

IN Edlin, Christopher David; Redshaw, Sally; Smith, Ian Edward David; Walter, 

Daryl Simon 
PA F. Hoffmann-La Roche A.-G., Switz. 
SO PCT Int. Appl., 17 9 pp. 
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AB Title compds. I [Rl = H, alkyl, cycloalkyl, allyl, aryl, heterocyclyl; 
R2-3 = H, alkyl, cycloalkyl, allyl, aryl, heterocyclyl; X = S, 0; A = 
imidazolyl] were prepd. For instance, N-tert-butoxycarbonyl-4-piperidone 
was used to alkylate aniline (CH2C12, HOAc, NaHB(0Ac)3), the product 
converted to the corresponding carbamoyl chloride (CH2C12/PhMe, NaHC03, 
C12C0) which was reacted with methylamine to give the urea intermediate. 
This was deprotected and the resulting piperidine alkylated with 
5-methyl-2- (4-trif luoromethylphenyl ) -1H- imidazole -4 -carboxaldehyde 
(CH2C12, NaHB(0Ac)3) to afford II. In the gpl2 0-sCD4 -CCR5 binding assay, 
compds. of the invention had IC50 of about 0.5 to about 1500 nM. Compds. 
I prevent the human immunodeficiency virus (HIV) from entering cells by 
blocking interaction of the viral envelope protein gpl20 with a chemokine 
receptor on the cell surface. I are useful for the treatment of diseases 
mediated by the human immunodeficiency virus (HIV) , either alone or in 
combination with other inhibitors of HIV viral replication or with 
pharmacoenhancers . 

IT 466665-56-5P, l-Benzyl-3- (5 -methyl - [1,3,4] thiadiazol -2 -yl ) -1- [1- 

[ [5-methyl-2- (4-trif luoromethylphenyl) -lH-imidazol-4-yl] methyl] piperidin-4- 
yl] urea 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(HIV inhibitor; prepn. of imidazolylalkyl -aminopiperidines as HIV 
inhibitors) 
RN 466665-56-5 CAPLUS 

CN Urea, N ' - ( -5 -methyl- 1 , 3 , 4 --thiadiazol- 2 -yl) -N- [1- [ [5-methyl-2- [4- 

(trif luoromethyl) phenyl] - 1H- imidazol -4 -yl] methyl] -4-piperidinyl] -N- 
(phenylmethyl) - (9CI) (CA INDEX NAME) 
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TI Inhibition of raf kinase using substituted heterocyclic ureas 

IN Dumas, Jacques; Khire, Uday; Lowinger, Timothy Bruno; Paulsen, Holger; 

Riedl, Bernd; Scott, William J.; Smith, Roger A.; Wood, Jill E.; 

Hatoum-Mokdad, Holia; Johnson, Jeffrey; Lee, Wendy; Redman, Aniko 
PA Bayer Corporation, USA 
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AB A method for treatment of cancerous cell growth mediated by raf kinase 
comprises administration of urea derivs . ANHCONHB [I; A = substituted 
isoxazolyl, thienyl, thiadiazolyl , furyl, pyrazolyl, etc.; B = 
(substituted) mono-, di- ( or tricyclic aryl, heteroaryl contg. .gtoreq.l 
5-6 membered arora. structure contg. 0-4 N, O, or S atoms] . Reaction of 
4-phenyloxyphenyl isocyanate with 5 -amino-3 - tert -butyl isoxazole in 
methylene chloride and heating at reflux temp, for 2 days gave title, 
compd. II. In an in vitro raf kinase assay, I displayed IC50 values of 
1-10 .mu.M. 

IT 229002-43-1P 229002-44-2P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ,* 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(prepn. of substituted heterocyclic ureas for treatment of cancerous 
cell growth mediated by raf kinase) 

RN 229002-43-1 CAPLUS 

CN Urea, N- [5- (1 , 1-dimethylethyl) -1 , 3 , 4-thiadiazol-2 -yl] -N 1 - [6- (3- 
pyridinyloxy) -3 -pyridinyl] - (9CI) (CA INDEX NAME) 
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CN 
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Urea, N- [5- ( 1 , 1 -dimethylethyl ) -1, 3 , 4 - thiadiazol-2 -yl] -N 1 - [6- [ (6-methyl-3- 
pyridinyDoxy] -3 -pyridinyl ] - (9CI) (CA INDEX NAME) 
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TI Preparation of 1- ( imidazolylalkyl )- 3 -ureido- 1 , 4 -benzodiazepine derivatives 

as cholecystokinin (CCK) antagonists 
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AB The title compds . {I; Rl = H, halo; R2 = H, imino-protective group; R3 = 
Ph, heterocyclyl, or phenyl -lower alkyl each optionally substituted by 
.gtoreq.l substituents ; A = lower alkylene) , useful for treating disorders 
of appetite regulation (e.g. loss of appetite), diseases related to 
exacerbated function of the smooth muscle of intestinal tract, anxiety, 
and mental diseases {e.g. schizophrenia), are prepd. Thus, 4-chlorophenyl 



isocyanate was added to a soln. of 1, 4 -benzodiazepine deriv. (II; R = 
trityl, Rl - H) in THF at room temp, and the resulting mixt . was stirred 
for 2 h to give, after detritylation by treatment with 6 N aq. HCl/MeOH, a 
title compd. II.HCl (R = H, Rl = Q) (III). Ill in vitro inhibited 67.0% 
the binding of [125I]CCK-8 to a CCk receptor prepn. from homogenized rat 
cerebral cortex. 

IT 163486-65-5P 163486-70-2P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of (imidazolylalkyl ) ureidobenzodiazepinone derivs . as 
cholecystokinin (CCK) antagonists) 

RN 163486-65-5 CAPLUS 

CN Urea, N- [5- (2 -f luorophenyl) -2 , 3 -dihydro-2 -oxo- 1- [ [1- ( triphenylmethyl ) -1H- 
imidazol-4-yl] methyl] - 1H- 1 , 4 -benzodiazepin-3 -yl] -N 1 - (5 -methyl- 1 , 3 , 4 - 
thiadiazol-2-yl) - (9CI) (CA INDEX NAME) 




RN 163486-70-2 CAPLUS 

CN Urea, N- [5- (2 -f luorophenyl) -2 , 3 -dihydro- 1- ( 1H- imidazol -4 -ylmethyl ) -2-oxo- 
lH-l,4-benzodiazepin-3-yl] -N' - (5 -methyl - 1 , 3 , 4- thiadiazol-2 -yl ) 
hydrochloride (9CI) (CA INDEX NAME) 
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